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(54) [SgW^fr] I/^y-f Y7>93~* h 



(57) [Bft] 

a (R 1 «H XfctCi-6 T)l*)l*ijkL ; R 2 
&tfR 3 «H XttCi-s 7;b*;K X«R 2 RtfR 3 
oT->^n7;I/+;Wi?:^L ; R 4 Rt>*R 5 (±H XteCi-e 7 
;l/*;b£;rcL ;R 6 ttH , Ci-g 7 -ho&^fc^ 
■T) T'S^nS. 4H-[5H-10 ,11- i?tKP-7.8-(2,5-J? 
^^;b-2,5- 'VH)V)-5,11- S^f-;l/v>*>V''[b,e] 

Cfbi] 




rami artn:y^-tcte^LTifeagtt«fEiif 




im#m 1 1 TEOiK : 




tfR 3 tt*n*ttffi£fc**JK?X{iCi.« 7/U*/Ug£7S 
tt>\ & 5 1/HiR 2 Rtf R 3 #-*tfc a^Tftlt, sWB^T 

^3Ck&£5 5X«6fi©>'*o7/U*/U^£;Sb : 
R 4 tt7k*R?X»C!-6 7;I/*;US*^L ; RHizkfggC? 
xaci-s 7;i/+;Ug£^b ; Pa**®?, c.- 6 7/U* 

/US, Cl-6 7/U3 + 5/S, 7j<g?S, ^hPS, XttAD 

[SS*K2] 4H-[5Ht10.11- ^FD-7,8-(2,5-^ 20 
7-/U-2.5- ^\^y)-5,ll- -^^f;l/-/X>y[b.e] 
r-Btfy-io-ou] $m#|g(HX7ii) T-fesif^anc 

[11*3! 3] ttrtu-b^-- 7.-^-7 r 5 y-K 

Hfcjt lt7>^j^x r- t Lxm-rm^ 1 x« 

2 fcE«©{t£tt 0 

4 ] mim 1 xa 2 tEttoft^ftfr & & s 

Uf-y-f K7>^rfx7.h 0 

rM*]S5] it *s 1 xi± 2 KEKofb^ftsffais 30 

R&lcffltr'SM 5 KEtlOSX. 
[SW&S7] W\\s*L~f*- • x-^-7r5y-tc 

ffl©g££#m«©i£«RaVXtt^l»{cffl^31f* 

M#W7teE«©EHi. 40 
[§1*99] ttrtW»7*— X-.*-7 7Sy-IC 
Jlt3$F<3b-fe7"2-<D l Xti 2W±tfl»#f3£«M£ 
fl!<«i5ffl£ LTffl^*M3RE7XI4 8KE«<0II3S!. 

[000 1] 

tt**rr«fl:£» Of-y-f F) £D7>?n*zixhi:L 
[000 2] so 
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va&L<o8ffl is^/som o?*5>as) ne** 

IB61 -76440^4«HE«OS*S»BIW#» RtfS>+— 
;U • *7~ ■ ^•r-C ->y-;U • b y— (Journal of M 

edicinal Chemistry. 1988, Vol. 31, No. 11, p. 2182) 

[0 0 0 3] #J;Ui\ *-/U- h^>X(all-trans)-U 

(Evans, R.M., Science, 240, p.88 
9. 1988) im?Z>U3-S^y&ls-ti75i~ (RARJK'J 

Ft LTUdLT, mmwmnmm ■ Mt&zws. 

»5E£ £*IH«J?" S C jMH 6 jWc ;£ fiT V * 3 (Pe tko 
vich. M. , et al., Nature, 330, pp .444-450, 1987)„ 

tf, 4-[(5 ,6 .7 ,8-tetrahydro-5 .5 ,8,8-tetramethy 1-2-n 
aphtha lenyl) carbamoyl] benzoic acid: Am80%i:) fc, 

SCkA^^ft-CVS (Hashimoto, Y. , Cell struc 
t. Funct., 16, pp. 113-123, 1991; Hashimoto, Y. . et 
al., Biochem. Biophys. Res. Commun., 166, pp.1300 

-1307, 1990**!$) o cti6©{k^»tt» mmmc 
[0004] ^fe, u^y-r>^©4a?Stto^igtco 

VTtt, U^y-i'y^Hr7'^-X(RXR) <D#ft#S£lU3 

?nri,^„ ^/^>miy-ty^-x it. ui-y-o 

Sb ^7^_ (RAR) £-»ft£ftMU «£?£DS£5|£ 

P@5 b T V > § C t WW <b t £ (Mange lsdor f , D.J. 
et al.. Nature, 345, pp. 224-229) „ ?e>tC, b^y 
'f>»U-b7'*-X (RXR) H\ Uf-y-(>^b-b7^- 
(RAR) <D(5A\ jgtte*5>Ds©SrtH»7'*— «f>» IB 
BSf^aitcM-^-rSk^bni, PPAR Rtf ; !-OffiOU-tr7' 

MS^r^JSI-rSc: i:A^^6AHC?nTI/''5 (Mangelsdor 
f. D.J.et al.. The Retinoids, 2nd Ed.. Ravan Pres 
s. pp .319-350. 1994) 0 

[0 0 0 5]-^ U^y-f KKStLTttStWKffffl 

Sl^tlTt/^ffyrolles. L., et al.. Journal of Med i 
cinalChemistry. 37(10). pp. 1508-1517 . 1994)„ H<0 
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T»JfT&£i4, 4-(5H-7,8,9,10- fh7tKD- 

5,7,7.10,10- ^y^^^^y/le] t7F[2,3-b] 
[1 ,4]^7-tft? >-13-f ;!/) SS*»fcg©{k£ft#U 

ttTVS, *»W*CJ:t). 4-O3H-10.11.12.13 

- f h7t Fa-10,10,13.13,15-^y^y^;l/i/^-7 h 
[2,3-b][l,2-e][l,4]v ; 7-tft!>-7- -Ob) 
if<Dfc£$lJb<, b^V-l' K • 7>Z=i-X b t bTJt^ 
mttlT^Z «fH¥7-255912^H^»«) . 
[0 006] 10 

7>^dxx h i: bTflW*<ba»*«0W-sc fcic 
l/f7-f>!W:7'^-X (RXR) Ctt^LTb^-y^K 

[0 0 0 7] ^ftt>-6*«Hatt, TIEOS(I) : 
[ft 2] 




G£*K R 1 tt**®? XBCn 7 )\y*)im*7siL : R 2 & 

**cfcfcfc3 5Xtt6*©s/*o7;l/*;Ma*a?b ; 
tfttJMRJi^XttCn 7;l/*;l/g£7*b : R 5 «7j<^IM? 
XfctCi-6 7;b*;H*SL iPtd:**®?. Ci-e 7>U* 
;bfi^ Ci-e 7;1/3*^>S, *S3, - hag, Xtt^a 4o 

Z$><DT'&Z 0 C©»fl©#£UMWii:LT, 4H-[5H 

-10.11- ->*HKP-7.8-(2.5-> ; y^;l/-2.5- 

5.11- ->*yf-;U->*^>y[b.e] i?7^y-\Q-^<)V] £ 

msK(HX7ii) Aiuns, 

[0 0 0 8] $fc, *«fl80giJOS8«»«:J:ntf» ^flb 
K7v* rfxy, b ; ±Efc£tt**awi»i:LT so 



KrfcJB^*±EBIi : &F*i UHzT**- • 7.-A-7 7 5 
>)-l,cmt2>&ftl'-b7$-<D 1 Xti 2Wl/!)l^t5 

s±ebx ; mmt>\ mmm, nmmtm. 

■J >7V^ Rtfft&m€AS&§pfr&jM&*ft-S±E 
BUT.Mtffc* Srtb-bT**- • X-A-7 7 5 y-E 

fflOSTOJi: bTffl^*±EEIia t ffi#£ns. 
[0 0 0 9] 

imn<Dmm<D&Mi ±e-»s(i) c^t, R>«7j< 
fRs?xfctit^L< tt»aa<oci-B (Kisst 1 s^u 

6©) 7;Mr;HS%jSfo 7;l/*;bS£ bTfcl\ 0>R 
«\ y^;l/S, x*;HS, n-7"Dtf;H, -TV7"a^l/ 
8x n-T^/l/g, sec-7^/l/g, tert-T^/l/g&H* 

r-€5 0 R j RtfR3«. ^n^nisiiczksRR^xttaai 

gb<ti#fti&DCi-6 7;l/*;l/a^Sfo 7;b*;l/8i: 
ff$b<ti, x^bS, -rv7Pbf;l/S, tert- 
[0 0 10] g:fc, R 2 RtfR 3 tf-*g(C&oT, R 2 RtfR 3 

wztiztimst •& 7 x =.)vm±(o 2 fsoKfgie 1 1 t 

5Xtt6S<D^*D7;l/*;l/g|*^-r5iii:A< 
iff D7;^;H(i 1 iJfett 2M±OC 
1-4 7/1/*/l/S*fcbTVvr<fcJ:< % 0S*.{£, 2~4<@ 
©y^l/S, #8:b<t±4ffl0*?-/1/g%*rbTV'Tfc 
<fcl/\, flHAtf. R 2 &t>*R 3 AW^-r57xx;l/^i:R2Rt>* 
R s fclCj:»K 5.6,7.8-r h7t KDy-7^b>S, 5,8- 
i/*^^;l/-5,6,7,8- fh7t KD-f7^b>« > XB5. 
5,8,8-fh7^?-;l/-5,6,7,8- fh7t Ka-f7£b> 
BftHtfJBjfiSttSi: bl/\ R 2 RtfR 3 ©BMi 

;i/S±t*5^x, r s oym^-t %mmm?icft bTR 2 rj>* 
r 3 A^n^-'n/^fiLRc/y ^fitT-s-s c b<>\> 

[0 0 1 1] RHizk^Jl?XttCi-6 7;l/^;l/S^U 
R 5 tt*JRJS?XttCn 7;l/*;US*^-r. cne.<DB^ 
Stctsi/^TCi-s 7;l/*;l/St bTI4±Efc0!l3*bfct>«> 
Sffl^SctA^tio e>Jxtf. R 5 iibT. n-7olf;l/ 
^V7°ne;US, n-7^;l/S, cert- 7^;l/SSif 

%m^z<itffr-%?>o r» c.-e 7;i/*;i/ 

Ci-e 7;l/n+->S, Tk^S, rhn^ XiiAny 
vm^&HTo Ci-e 7;l/*;HtbTtt±Etc0!ISbfc 
t.©*fflv>5<i4:3Ve*, Ci-e 7)Ua^>mt bTtt, 
WAtf, yh*->S> n-7"o^^->I, 
y7a#+->», n-7h+->l, sec-yh^^S, tert 

mRK?, Xa3 , i'^ii?<0^/^■fn*ffl^^Tfe<i:^/>o R 6 



(4) 
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[0012] *jsi§©{t^*ttt, smattS^iittS 
WiattWdsns. w*ta*fcLTtt» tt&ffigixa 

[0 0 13] *3£HH©ft£ftl4, R 4 #3S£Lfcg|iiIC7 

©aatfs tT, * 6 1 1 fctt 2 «jfit±©WFaaR 

**rrs«£#fcS#» C©J:3*l«Xtt2fllCU:0 

Rtf5-b5tttt*»i|l!®« 20 
COOCH 3 

NaBHjCN/ 
TFA/CH 2 a 2 




77rl/*ltft« S>7*rU*Jltttt©ffilM>B£ft 

^iffe*HB^<D»ca#?n-5o mt&tt 

[0 0 14] ±EHRS(i) T^«n**WHOfl:^* 
©ff^U^JilLT, 4H-I5H-10.il- S?fc Fn-7.8-(2. 

5-s?^f-;i/-2.5- ^*+t-/)-5,n- 'Jm-A/'J^yy 

[b.e]->*7-€tfy-10-^;l/] $JES»(HX7U) . Sitf^ 
0ffi«7;l>*;l/x*7-;b (PIx(f^f;l/xxf;W £^ 
tf*C£tf-F&3. ±IS HX71lCOt^T, ftSW&gjg 

jfiRj^T-s set fctsataus^nj: 3 . 

[0 0 15] 
[ft 3] 




COOCH 3 



NaH / CH3I / DMF 




NaOH/EtOH 



[0016] *»w©ft:^lW4, u^v-o^u-t?:/* « 
-(rar) ttt> ic-mft%&$.? zi/Z-y-fymis-t? 
*-x (rxr) Ktt&u uf-y-r>K4^ou*-y-f k 

Koftajstt (f08»fttofcbT«B<Mfcftffl, hubs 
&s> u^v^^ifo^mt, me, x so 




[ (5 ,6 ,7 ,8-tetrahydro-5 ,5 .8 ,8 -tetrame thy 1-2 -naphtha 
lenyl)carbamoyl]benzoic acid: Am804if) (C<fc0^jS 

^n^^BW4 5 > Aawffioj&Kfaif/xii^ i» 

[0 0 17] *£UII4)fl:ftffel& U^y^K<D4 




(5) 



fcWtEtZ&ftU-fr?*- -X-A-7 7 5'J- (Evan 
s. R.M.. Science. 240. p. 889. 1988) (CJIfS Hr?" 

tt^D^-»^ if ©flsjafcflHW-r -5 C t tfT't S<DT\ 
c n 6 o««0^gtt^©BlHSfcffl ^ 5 c i: ft 

So 

COO 1 8] C^J^ft^rtU-feT^-ilLT, fH* 

tS PPAR % ?n+->yHr^- RtfCOUP&Htffcl 10 
StlTl^Stf (W±iDb-tr^'^-{CO^T, Mange lsdor 
f. D.J. and Evans. R. M. . Cell. 83. pp. 841-850. 19 

W4">tVty*-X (RXR) tC^LT±IH4gS 

*?B!B<D{b£ft«\ uf-y^KHz^-x (rxr) ic 

Z-A-y 7 5 ij -fcHf S$fl U-ty^-O 1 Xtt 2 

mm. mmmitm. u^v^ xa^stt^a 

So 

[0 0 19] *aWO{fc^»tt, ^ng#£E^£LT 

** ^pa4tjg-rsE^iM^tLT«, mm. 30 
bsasj, asm. mm. mm. *v 

So ±e<oEiEiBj£tott, sa^Ws Hffi&neiFSL 
mm. mmtm. P nmmi. ni&tm. mmm. risk 

[0 0 2 0] *»WOE»©a4»ttWK:IBSSn-f , 40 

tf, «PS4oa^t«l«A-B*fc») 0.01 -1.000 
mggacD|i5HT'ffli/''Sili:^T'#So #fPJi%g| 

[0 0 2 1] 

[0»] 

#ll : H$Hb£$&) [^^b 4-[5H-5- ^^;l/-7.8-(2.5- so 
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fVl/ 4-[5H-5- ^^;l/-7,8-(2.5-i/^^;l/-2.5- 'N*-? 
7) S/^>y[b.e] "JTWV-W-'f)]/] ^C>Vx— h 

(**-£4><Drt:£& 1 ) *«T®J:3fcLT£jSl, 
fco 6-7a^E-i ,2,3.4- fh7t KD-1. 1.4,4- fh7 
^^k^^by 2.30 g(8 .61 nuool) . o- — ho7- 
U V 4 .30 g (31 .2 mmol) . K2CO3 4 .30 g (31 .2 mmol) . 

Cul 347 mg \C**/\sy 40 nifcfill*., 248^2^18^ 

5A^DThi777-i'- (Ac0Et:n-^t>-y=l :50)T'ff 
SILfco ^*^><t0S^ B B B LTgW^#/c(2.33 g. 
84%) o 

'H-NMR CDCb 9.49(s, 1H). 8.20(dd. 1H. 8.4Hz. 1 .5H 
z). 7.33(d. 2H. 8.4Hz). 7.20(dd. 1H , 8.8Hz, 1 1H 
z) . 7.18(d. 1H, 2.2Hz). 7.04(dd. 1H , 8.4Hz, 2.2H 
z) . 6.73(m. 1H) . 1 .71 (s . 4H) . 1.30(s, 6H) , 1.28(s, 
6H) 

[0 0 2 2] NaH (60% in oil) 246 mg (6.16 mmol. 1. 
5 eq) *n-^*-9->-eJJfev\ ftMSittCo ±Efb£* 
1.33 g (4.10 mmol) £ 30 mKDDMF fCr§8¥LTilDJU 
^ST'30»Pa1ffli$tfCo C©a^*K CH3I 0.51 ml 
(8.20 mmol) fctafcT 3 PJHJfiffLfc. gj£«*JMclC 

il^v'UTjy^TJ^A^av h^77^ — (Ac0Et:n-^N 
*-9->-l:40)-e»9«U a«W#fc (1 .39 g. 100%) 

o 

1 H-NMR CDCb 7.81(dd, 1H, 8.1Hz, 1 .5Hz) . 7.53(m. 1 
H), 7.34(dd, 1H, 8.1Hz. 1 .5Hz) , 7.19(m. 1H) , 7.14 
(d, 1H, 8.4Hz), 6.67(d, 1H, 2 .6Hz) . 6.61(dd,lH, 8. 
4Hz, 2.6Hz), 3.29(s, 3H) , 1.63(s. 4H) , 1.23(s. 6 
H). 1.18(s. 6H) 

[0 0 2 3] IMt&fa 1.41 g (4.17 mmol) ^rzk 20 
mlStfx^y-;l/40 ml fcKSIU 6.0 ml 

tto COS^»tRl»2.2 g*ilPAT30»NHwJ»a»£ 

KftU »**«EH*LTBfl»*|»fc (1.25 g ,99 
%)• 

1 H-NMR CDC 13 7.11(d. 1H , 8.8Hz), 7.06(m. 2H) , 6.81 
(dd. 1H, 8.1Hz, 1.5Hz) , 6.75(m, 1H) , 6.61(d, 1H , 
2.6Hz). 6.44(dd. 1H, 8.4Hz. 2.6Hz). 3 .82 (brs ,2H) . 
3.18(s. 3H), 1.65(s. 4H) , 1.23(s. 6H) . 1.23(s, 6H) 
[0 0 2 4] ±Mt£fy 1 .25 g (4.06 mmol) Srgft^ 

25 nifc&MPU &)*Jy 0.5 mi ^ip^fc e x 

l/7^;l/^y^f;l/XXf;WP7^K 966 mg (4.8 
7 mmol) *fiD*TSfflT18«HH!fi»Lfeo 5*S«C*7k 
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8Hc»**«BEa*LT«4[S* 2.10 g ttmtco 
*y;l/*^A^DVh^7-<— (AcOEt:n-^"9">= 
l:20)^»fflLTBW«l*#fc(1.72 g. 90%) 0 
1 H-NMR CDC 13 8.57(dd, 1H. 8.1Hz, 1 .5Hz) . 8.45(s, 1 
H), 7.99(d. 2H, 8.8Hz). 7.45(d. 2H , 8.8Hz), 7.32 
(m, 1H) , 7.18-7.26(ni, 2H) , 6.68(d, 1H, 2.6Hz),6.60 
(dd, 1H, 8.4Hz, 2 .6Hz) , 3.93(s, 3H) , 3.31(s, 3H) , 
1.64(s, 4H), 1.24(s, 6H) , 1.16(s, 6H) 
[0 0 2 5] ±f2ftg*l 1 .72 g (3.65 mmol) V 
ym 15.8 g ^rtaxT 110TCT?2«FH40»a»Lfco g 10 

(AcOEt:n-^\+^>=l :30)TlfSLT^;l/ 4-[5H-5-^ 
^;b-7,8-(2 ,5->^7-;l/-2,5- ^-9-y) S/^>V[b, 
e] ^7-fcf Vy-iO-^M ^y^x-h^rtffc (1.41 g , 

86%) o ra.p.238 °C 

1 H-NMR CDCb 8.07(d, 2H , 8.8Hz), 7.88(d, 2H , 8.4H 
z), 7.31 (dd , 1H, 7.7Hz,l .8Hz) . 7.15(m, 1H) , 7.09 
(m, 1H), 6.98(dd, 1H, 6.6Hz, 1 .8Hz) , 6.92(s. 1H) ; 20 
6.87(s, 1H), 3.95(s, 3H) , 3.26(s, 3H) , 1.63(m. 4 
H), 1.32(s, 3H), 1.26(s, 3H) , 1.12(s, 3H) , 1.04(s, 

3H)Anal. Calc. for C30H32N2O2 C:79.61, H:7.13. N: 
6.19; Found C.79.56, H:7.27. N:6.12 

[0 0.2 6] $12 : 4H-[5H-10,11- FO-7,8-(2,5- 
^f*;l/-2,5- "\*U-/)-5,ii- ^f;^>Xyytb, 

e] i/TWy-W-Jfr] fiA#H(HX711) <D»BS 
Ml "CSSiS Lfc**;l/ 4-[5H-5- ^^;l/-7 1 8-(2,5-v ? y 
^;l/-2,5- • / \+'9*y)S/^>V r [b,e] ^7-tf£>-10->f 

^>7x-h 206.9 mg (0.46 mmol) £ 5ml <D CH 30 
3 OH, 15 ml <0 CH2CI2 Kl}g8?U 95% NaBHsCN 289 mg 
(4.6 mmol. lOeq), TFA 0.1 mlSriPX.. ^ST* 20 #H 
JW£Lfco NaBHsCN 216 mg (3.4 mmol) > TFA 0 .5 ml* 
itiPLT l^ffl30»a^Lfco NaBHsCN 138 mg (2.2 mm 

oi) fcilirau 2«HB45»a»Lfc», SJSS&ftlcCH 

asoi-piatu j§!«*e*LT>«^;i/ 4-[5H-io ,11- s; 

H Fu-7,8-(2,5->^;l/ -2 I 5-^"9-/)-5-y^;l/> ? 
^yV [b,e]i/7Wy -10-4)1] -oyx-h (fb^ 

%I2) £f#fc (187.9 mg. 90%) o 40 
1 H-NMR (CDCb) 7.97(d.2H. 8.4Hz), 7.40(d,2H, 8.1H 
z). 6.93(s,lH), 6.89(s.lH), 6.86 (dd.lH, 7.7Hz. 1. 
5Hz). 6.75 (ffl.lH), 6.70 (m.lH). 6.59 (dd ,1H ,7 .3Hz . 

1.8Hz), 5.63(s.lH). 4 .38(brs ,1H) . 3.90(s.3H). 2.9 
6(s.3H), 1.64(s.4H), 1.25(s.3H). 1.23(s.3H), 1.20 
(s.3H) . 1.15(s.3H) 

[0 0 2 7] 4-[5H-10.11- *JK Fd-7.8-(2.5- 

-2.5-^\^y)-5.ii- i/t^fri/^yy [b. 

e]i/7<& tfy_i0-^;l/] ^>*/x- F 

NaH 12 mg (0.29 mmol. 3 eq) fc'VMty^iftl/V DMF so 
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1 mlfcfiSLfco 4-[5H-10.11- S/^KD-7.8- 

(2.5-^^1/ ^,5--\^vy)-5-^^)wy^yv [b, 

eJS/7-tf t!>-10-^;U] 'OVx— F 43.7 mg (0.096 
mmol) * 4 ml (DDMFfcjgjj? LT±iMjWSfcAniU M 
ST* 10 ^Jf^Lfeo *<DgL CH3I 0.03 ml (0.48 m 
mol, 5 eq)*iOX, W&V I #lfflt#Lfco £J&fi£ft 

t*e*»T CH2CI2 t«u 7j<» wsffl^K^ 

i^7-f- (lf»X^-;l/ : n--\+^>=l :40-l :20) T« 
MLT, 11 mg (24%) ©*§SMB<b^* Ob£tt3 : R ! = 
R< = **;WD{b£») *»fc. 

1 H-NMR (CDCb) 7.86(d.2H. 8.4Hz), 7.22(d.2H. 8.1H 
z) . 6.97(s.lH) . 6.92(dd.lH, 8.1Hz, 1.5Hz) , 6.90(s. 
1H), 6.87(td.lH, 15.3Hz, 1 .5Hz) . 6 .80 (td ,1H ,15 .3H 
z. 1.5Hz), 6.72(dd.lH, 8.1Hz, 1 .5Hz) . 3.87(s,3H), 
3.04(s,3H), 2.98(s,3H), 1.63(m.4H), 1.26(s,3H), 1. 
23(s,3H). 1.21(s,3H), 1.14(s,3H) 
[0 0 2 8] igX7f;l/ft 10.2 mg (0.022 mmol) £ 
EtOH 3 ml&tf2N NaOH 1 ml^ltHLT 1 BffiB 
JMbfeo %<0'&, E£X£2N HClTBlttlCLT C 

H2C12 Ttiuu Wi«**aff»dftB*TaG»LT 

•mL^tt. rg^SSbT4-[5H-10,ll-yhFP-7,8 
-(2.5-^^b -2,5-'vHJV)-5.11- i/V^b^y 
7 [h.eVJTWy-W-Jfr] fiJH§»(HX711. 9.2 m 

g. 92%) 0 um-kiu&K>nm&\,Tmmw*mtco 

3 .9 mg, mp230 °C 

1 H-NMR (CDCb) 7.91(d,2H. 8.4Hz), 7.25(d.2H, 8.4H 
z) , 6.99(s.lH) . 6.91(m.lH) , 6.90(s.lH) . 6.86(dd.l 
H, 7.3Hz, 1.5Hz). 6.79(td,lH, 14.8Hz. 1.5Hz) ,6 .73 
(dd.lH. 7.3Hz, 1.5Hz), 3.01(s,3H), 2.99(s,3H), 1.6 
3(m,4H). 1.26(s,3H), 1.23(s.3H). 1.22(s,3H), 1.16 
(s ,3H) 

Anal. Calc. for C30 H34 N2 O2 C:79.26. H :7 .54 , N:6.1 
6; Found C:79 .10 . H:7.48, N:5.92 
[0 0 2 9] 0)3 :*5SHOft^ftOU^y>rF-7> 

Eyrolles?) (Eyrolles et al., Journal of Medicinal 
Chemistry. 37, 1508-1517, 1994) OSS^fitot, ]y 
5V-f F (Am80: 4-[(5,6,7,8-xF^H Fd-5.5.8,8- 

rh7^^-2- i-7ZU-)W *;W«>f;l/] fijftg 

a) o«K5tfbii»ffffl*c»-rs0!i2(D{b^«i (HX7ii) 

ISttHL-60 tCj*1-5Am80O«eBa»fbSS*fi6*g!l 2 <Q{t£ 
ftO#«ETStf3f#«ETTai!l£b. *ft««ffllia^O» 
<boafi*«(0}B8gKSRtf- Fd7;V-t F 5 !/ U * 
A(NBT) oa7cj)g*ill£-rSCi:KJ:»)WSLfeo 
*$lt*fo S4^> Am80£>«&&iIfi(M) OWSffi-p 
SLTfcO* 0 tt HX7ll*£&/JD (Ara80<D*) 
U 1.1 X10- 7 . 3.3 XIO' 7 . R tf 1.0 X10" 6 tt % 
^tlAn»80tS4PLfc HX711CD2tfi(M) £^T 0 ^fc 0 *ffl 



(7) 



ftfflW- 1 0- 1 1 4 7 5 7 
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[0 0 3 0] 
[II] 

Am80ZlJg 0 1.1X10" 7 3.3X10 7 1.0X10' 6 

-9.50 30.0% 11.0% 2.5% 1.0% 
-9.00 64.0 48.0 15.0 5.0 
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-8.50 72.0 69.0 40.0 15.0 
-8.00 71.0 71.0 43.0 19.0 

[0 0 3 1] 



(51)Int.Cl. 6 
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